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tB The invention relates to morpholine and thiomorpholine derivs. I, which are potassium 

channel openers. In compds. I, w is o or S; Z is a bond or O; Rl is selected from halo, 
cyano, C1-6 alkyl, C2-6 alkenyl, C2-6 alkynyl, C3-8 cycloalk (en)yl (oxy) , etc.; R2 is 
selected from halo, cyano, C1-6 alkyl, C3-B cycloalk (en)yl (oxy) , (un) substituted Ph, 
(un) substituted pyridinyl, etc.; R3 is selected from Cl-10 alkyl, C2-10 alkenyl, C2-10 
alkynyl, C3-8 cycloalk (en)yl , aryl-C3-8 cycloalk(en)yl, aryl, etc.; and each of R4 , R5, 
R6, and R7 is independently selected from h and aryl; as the free base or salts thereof. 
The invention also relates to the preparation of I, pharmaceutical compns. containing one 
or- more of compds. I and one or more pharmaceutical ly acceptable carriers or diluents, as 
well as to the use of the compna. for the treatment of a disorder or disease responding 
to an increased ion flow in a potassium channel. 4-Nitro-2- (trif luoromethyl) aniline 
underwent ortho-bromination and reduction to give diamine II. II cyclized 
regioselectively with bis- <2-bromoethyl)ether to give the corresponding morpholine, which 
waa acylated with 4- f luorophenylacetyl chloride reaulting in the formation of morpholine 
derivative III. The compds. of the invention express an EC50 value of leas than 20. mm, 
and in many casea less than 200 nM, in the assay of relative efflux through the KCNQ2 
channel. 

IT 364S.i0-35-.2P, 2 , 3 -Dihydrobenzofuran- 2- carboxylic acid 
(2 , 6-dimethyl - 4 - (morphol in-4 -yl ) phenyl > amide 

RL: PAC (Pharmacological activity); 3PN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of substituted morpholine and thiomorpholine 
derivs. as potassium channel openers) 
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Title compds. I IR1 = (un) substituted cycloalkyl; R2 - H, alkyl, cycloalkyl, etc.; X - a 
bond, CO, C02, etc.; R3 « halo, alkoxy, CN, etc.; R4 - H, aryl, heteroaryl, etc.; n •■ o- 
2] and their pharmaceutical ly acceptable salts, are prepared and disclosed as antagonists 
of histamine H3 . Thus, e.g., II waB prepared by reductive amination of N- (2,3,4,5- 
tetrahydro- lH-3-benzazepin-7-yl) -4 -morphol inecarboxamide (preparation given) with 
cyclobutanone. The activity of I was evaluated in the histamine H3 functional antagonist 
assay and it was revealed that numerous compds. of the invention possessed antagonism > 
6.5 pKb. I as histamine H3 antagonists should prove useful in the treatment of neurol. 
disorders. Pharmaceutical compns. comprising I are disclosed. 
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The title compds. I [wherein R » H or (un) substituted alkyl; A » (un) substituted 
imidazolyl or pyrazolyl; B - a bond or (un) substituted alkylene; Z - (un) substituted 
chroman-2-yl , 2,3-dihydrobenzofuran-2-yl, or 1 ,3-benzoxathiazol-2-yl) or pharmaceutical^ 
acceptable salts thereof are prepared as antioxidant drugs. For example, the compound II 
was prepared in a multi-step synthesis. II showed antioxidant activity with IC50 of 3.3 
um in rat. I are useful for the treatment of kidney disorders, cerebrovascular 
disorders, retinal oxidation disorders, etc. (no data) . Formulations containing I as an 
active ingredient were also described. 
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CN 2-Ben20furancarboxamide, 2 , 3-dihydro-N- (4- (1H- imidazol-l-yl) phenyl] -2- 
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Phenylpyra2ole and phenylimidazole compds. represented by general formula {I; wherein A 
represents (un) substituted imidazolyl or pyrazolyl; B represents (un) substituted (CH2)k 
or (CH:CH)k; Y - bond, o, s, S02, CO, OCH2, C1-5 alky 1 - (un) subst i tuted NHCO or NH; Z ■ 
(un) substituted and saturated or unsatd. heterocycle containing X to 4 N. O or S atoms, 
(un) substituted benzoquinonyl or naphthoquinonyl) or pharmaceutical^ acceptable salts 
thereof are prepared Claimed are drugs for hyperlipemia which contain these compds. I as 
the active ingredient. Among all, compds, wherein Z is substituted chroman-2-yl , 2,3- 
dihydrobenzofuran-2-yl , etc. have an effect of inhibiting the formation of lipid 
peroxides too, Thus, 6-hydroxy-2, 5, 7, 8-tetramethylchroman-2-carboxylic acid, l-(4- 
aminophenyl) imidazole 4.0, l- (3 -dimethylaminopropyl) -3 - ethylcarbodi imide hydrochloride 
2.82, 1-hydroxybenzotriazole 2.72 g, and 2,5 mL Et3N were added to 30 mL DMF and stirred 
at room temperature for 20 h to give title compound (II). II and N- (4- (imidazol-l- 
yl) phenyl] -l- methyl- 3- pyrrrolecarboxamide (III) at 25 mg/kg p.o. lowered total serum 
level of cholesterol 40 and 75%, reap., and serum triglyceride level by 62 and 91%, resp. 
A tablet formulation containing I was prepared 
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Two pyrazole analogs structurally related to the antitumor agents adozelesin and U-71,184 
resp. were synthesized. By using a polymerase chain reaction approach, both compds. show 
selective binding to A ♦ T rich sequences exactly as reference compound U-71,184. In in 
vitro assayB, against L1210 cell lines, both derivs. showed cytotoxicity in the pM range, 
values comparable with the natural target compound (♦) -CC- 1065 . The most active compound 
showed very high antitumor activity in mice implanted with L1210 cells (ILS% 363) . 
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The title compds. (I; A - Cl-8 alkylene; B » 5 - 7-membered heterocycle containing 1-2 N 
atoms,- G - OH, Cl-4 alkoxy, dialkylamino, etc.; Rl, R2 - DE (wherein D » bond, Cl-8 
alkylene, etc.; E - OH, Cl-4 alkyl, cyano, alkoxycarbonyl, etc.); R4 , R5 » H, Cl-8 alkyl, 
DE, etc.; n - 1-3], effective in treating and preventing thrombosis, atherosclerosis, 
etc., are prepared and formulated. Mesylation of ethanol derivative II (R » OH) 
(preparation given) gave mesylate II (R - MeS03) , which was heated with imidazole in 
toluene with stirring at 100« to give imidazole derivative II (R - 1-imidazolyl) (III). 
Hydrolysis of III with 4N HC1 in Me OH gave diol salt IV, which showed 59% and 96% 
inhibition against LTB4 and TXB2, resp... at mm. 
174«5*-03-iP 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use) ,• 
biol (Biological study); PREP (Preparation); USES (Uses) 

(preparation of ( imidazolylethyl) benzof uran derivs. as 5-lipoxygenase 



ACCESSION NUMBER: 
DOCUMENT NUMBER : 
TITLE: 



PATENT ASSIGNEE(S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1996:196719 CAPLUS Full -text 
124:261034 

Preparation and formulation of 

dihydrobenzofuranyl alkyl imidazoles and analogs as 
antiinflammatory agents, antioxidants, and thromboxane 
A2 synthetase inhibitors 

Hasegawa, Tomoyuki; Hachitani, Katsutoshi; Nanbu, 

Fumio ; Oonada, Shuichi 

Ono Pharmaceutical Co, Japan 

Jpn. Kokai Tokkyo Koho, 55 pp. 

CODEN : JKXXAF 

Patent 

Japanese 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



Robert Havlin 



JP 07316150 
PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 



A 19951205 JP 1994-133575 

JP 1994-133575 

MAR PAT 124:261034 



19940524 
/ 19940524 



10/553.108 



CN 2-Benzofurancarboxamide, 2, 3-dihydro-7- {2- hydroxyethyl) - 5- (methoxymethoxy) - 
2, 6-dimethyl-4-(l-methylethyl) -N-phenyl- (SCI) (CA INDEX NAME) 



Robert Havlin 




The title compda. I IR1, R2 - H, halo, etc.; A - alkylene, etc./ B - N-containing 
heterocyclic ring; R3 - H, acyl, etc.; R4 - H, alkyl, phenylalkyl; R5 • DE; D » alkylene, 
etc.; E - NR9R10, etc.; R9, Rio - H. alkyl, etc.; n - l - 3) are prepared The title 
compound ii.hci was prepared in a multistep process starting from 2- (2-pivaloyloxyethyl) - 
3-methyl-4- acety loxy- 5- isopropy 1 - 6- (2-methy 1- 2-propenyl > phenol . II.HCI in vitro at 10 
uM gave 96% inhibition of thromboxane B2 formation. 
l~4856-0;?-2? 

RL: BAC (Biological activity or effector, except adverse) BSU (Biological 

study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 

BIOL (Biological study); PREP (Preparation), USES (Uses) 

(preparation of dihydrobenzof uranylalkyl imidazoles and analogs as 
antiinflammatory agents, antioxidants, and thromboxane A2 synthetase 
inhibitors) 

174856-03-2 CAPLUS 

2-Benzofurancarboxamide, 2, 3 -di hydro- 5 -hydroxy- 7- 1 2- (lH-imidazol-1- 
yDethyll -2, 6-dimethyl-4- (l-methylethyl) -N-phenyl- , monohydrochloride 
(9CI) (CA INDEX NAME) 




• HC1 
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1993:570378 CAPLUS Full- text 
119: 170378 

Silver halide color photographic photosensitive 

materials containing two-equivalent yellow couplers 

Ikesu, Satoru; Kita, Hiroshi; Kaneko, Yutaka 

Kon i ca Co . . Japan 

Jpn, Kokai Tokkyo Koho, 20 pp. 

CODEN: JKJCXAF 

Patent 

Japanese 



APPLICATION NO. 



JP 04353844 
PRIORITY APPLN. INFO. i 



JP 1991-153803 
JP 1991-153803 



19910530 
19910530 



f 



The title photosensitive materials contain yellow couplers I (Z - nonmetallic atoms for 
forming 5- 7-membered heterocyclic ring which may have substituents and condensed ring;" R 
- substituent; n - 0-5). The invention produces photosensitive materials having good 
color rendition and provides high-quality color images having sufficient color d. and 
superior sharpness. 

150004-03-3 

RL: USES (Uses) 

(two-equivalent yellow photog. coupler) 

150004-08-3 CAPLUS 

Benzoic acid, 4 -chloro-3- I ( (2, 3 -dihydro-6-methoxy-3 -oxo-2- 
benzofuranyl )carbonyl) amino) - , dodecyl ester (9CI) (CA INDEX NAME) 



IT 174357-ll-SP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of dihydrobenzof uranylalkyl imidazoles and analogs as 
antiinflammatory agents, antioxidants, and thromboxane A2 synthetase 
inhibitors) 
RN 174857-11-5 CAPLUS 



I0/5S3.I08 27/40 Robert Havlin 10/553,108 28/40 Robert Havlin 

■ (phenylhydrazono) - (9CI) (CA INDEX NAME) 



t_o_ (CH 2 ) n-Me 



^N_HHPh C 
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SOURCE : 
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CAPLUS COPYRIGHT 2007 ACS on STN 
1991:6361 CAPLUS Full-text 
114:6361 

Synthesis and reactions of some new 
benzofurano(3, 2-c)pyrazol-3-one and 
benzof urano (3 , 2-c) isoxazol - 3 -one derivatives of 
expected biological activity 

Kabib, o. M . o. ( Abd El-Rahman, A. H . Badawy, D. s. 

Fac. sci., Mansoura Univ., Mansoura, Egypt 

Revue Roumaine de Chimie (1989), 34(9-10), 1949-55 

CODEN: RRCHAX; ISSN : 0035-3930 

Journal 

English 

CASREACT 114:6361 



(Preparation); RACT 



12^Sr.*--i6-9P 1 30968- 1S-2P 1 30563 - 1 9- 3P 
RL: RCT (Reactant); SPN (Synthetic preparation); 
(Reactant or reagent) 

(preparation and reactions of) 
122529-46-8 CAPLUS 

2-Benzofurancarboxamide, 2 , 3-dihydro-3 -oxo- N-phenyl- (9CI) (CA INDEX 
NAME) 



OCX. 



L: 



Me salicylate condensed with ot-chloroacetanilides to give the benzofurano-P-ketoanilides 
I (R - H, CI, OMe) . Treatment of I with N2H4.H20, PhNHNH2, HONH2.HC1, polyphosphoric 
acid, and Mannich bases was studied. Reaction of the pyrazolone derivative II with 
C1CH2COC1, PhN2* C1-, and Mannich bases was also investigated. 

130968-21 -7P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and intramol. cyclocondensation of) 
130968-20-6 CAPLUS 

2-Benzofurancarboxamide, 2, 3-dihydro-N-phenyl-3- (phenylhydrazono) - (9CI) 
(CA INDEX NAME) 



N— Nl 



130968-21-7 CAPLUS 
2-Benzofurancarboxamide, 



N- (4-chlorophenyl) -2, 3 -di hydro- 3- 



RN 130968-18-2 CAPLUS 

CN 2-Benzofurancarboxamide, N- (4 - chloropheny 1 ) -2,3 - dihydro- 3 -oxo- (9CI) (CA 
INDEX NAME) 



RN 130 968-19-3 CAPLUS 
CN 2-Benzofurancarboxamide, 2, 3-dihydro-N- (4 -methoxyphenyl ) -3 
INDEX NAME) 



- OXO- (9CI) (CA 



IT 130-54*- 24- OP 

RL: SPN (Synthetic preparation); PREP (preparation) 
(preparation of) 
RN 130968-24-0 CAPLUS 

CN 2-Benzofurancarboxamide, 2 , 3-dihydro-3-oxo-N-phenyl-2- ( 1- 

piperidinylmethyl)-, monohydrochloride (9CI) (CA INDEX NAME) 



10/553,108 



29/40 



Robert Havlin 



'0/553,108 



30/40 



Robert Havlin 



C-NHPh 



-O 



• HC1 
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LANGUAGE : 

FAMILY ACC. NUM. COUNT : 
PATENT INFORMATION: 

PATENT NO. 

US 4861967 
DK 8706415 
AU 8782152 
JP 63156787 
BR 8706588 
ZA 8709171 
CN 87107276 
CN 1021824 
DD 270532 
US 4948418 
US 5053071 
PRIORITY APPLN. INFO. ; 



OTHER SOURCE (S) : 



1990:406148 • CAPLUS Full- text, 
113:614 8 

Heterocyclic 2 . 3-dihydrobenzof uran herbicides 
Semple, Joseph E. 

du Pont de Nemours, E. I., and Co., USA 

U.S., 57 pp. cont. -in-part of U.S. ser. No. 943,365, 

abandoned . 

CODEN: USXXAM 

Patent 

English 



KIND DATE 



19891121 
19880611 
198B0616 
19880629 
19880726 
19880831 
19881019 
19930818 
19890802 
19900814 
19911001 



APPLICATION NO. 

US 1988-202086 
DK 1987-6415 
AU 1987-62152 
JP 1987-307797 
BR 1987-6588 
ZA 1987-9171 
CN 1987-107276 



DD 1987-310042 
US 1989-402178 
US 1990-517892 
US 1986-943365 
US 1988-202086 
US 1989-402178 
CASREACT 113:6148; MARPAT 113:6148 



DATE 



19880602 
19871207 
19871207 
19871207 
19871207 
19871207 
19871207 

19871207 
19890830 
19900502 
A2 19861210 
A3 19880602 
A3 19890830 



Title compds. I (R * H , CI, P, Cl-2 alkyl, C1-3 alkoxy; Rl - H, Br, el, F, Me, MeO, 
cyano, F3C, F3CO, HF2CO j XI - O, S; R2 » H, Me, Et; R3 - H , Cl-4 haloalkyl, cyano, COC1, 
H2C:CH, HC.tplbond.C, MeO2CCHMeNHC0CHMe NHCO , etc.; R4 - H, Cl-4 alkyl, Cl-4 haloalkyl, 
C2-6 aikenyl, C3-6 alkynyl; C2-4 haloalkenyl, Ph, etc.; m - l, 2; J - substituted 
heterocyclyl) are prepared 3 , 4 , 5 , 6-Tetrahydrophthalic anhydride, 3- (H2N) C6H40H and AcOH 
were refluxed for 1 h to give N- (3 -hydroxyphenyl ) -3,4,5,6- tetrahydrophthal imide, which 
was converted via etherif ication with allyl bromide, thermal rearrangement to the N-{2- 
and 4 -allyl -3 -hydroxyphenyl) compds., and acid-catalyzed cyclization of the former isomer 
to give I [ J » 6- (3,4,5,6- tetrahydrophthalimido) ; XI - O; R - Rl « R2 - H; R3 - Me; m - 
1). The benzofuran II at 0.05 kg/ha gave complete kill of morning glory and 
barnyardgrass seeds treated postemergence and maintained in a greenhouse. A large number 
of compds. were tested. 
11744 2- 05 -7P 

RL: AGR (Agricultural use); BAC (Biological activity or effector, except 
adverse); BSU (Biological study, unclassified); SPN (Synthetic 
preparation); BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of, as herbicide) 
127442-85-7 CAPLUS 

2-Benzofurancarboxamide, 7-chloro- 5- f luoro-4- (1,3,4, 5,6, 7-hexahydro-l, 3- 
dioxo-2H-isoindol-2-yl)-2,3-dihydro-N-phenyl- (9CI) (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2007 ACS on STN 
1989:534108 CAPLUS Full - text 
111:134108 

Synthesis of some new benzodiazepine and oxazepine 

derivatives of expected biological activity 

Habib, o. M. o.; Abd El-Gawad, I. l.t Badawy, D. S. 

Fac. Sci., Mansoura Univ., Mansoura, Egypt 

Polish Journal of Chemistry (1988), 62 (4-6) , 543-7 

CODEN: PJCHDQ; ISSN: 0137-5083 

Journal 

English 

CASREACT 111:134108 




l *^- > ^0--^COWHPh I CT II 



AB Condensation of p-keto anil ides, e.g. 
schiff bases, e.g. I (X - NC6H4X1H-2) . 



(X - O) with OH2NC6H4X1H (XI - NH, O) , gave 

cyclization of the Schiff bases in AcOH or 



I0/553JQ8 31/40 Robert Havlin 

polyphosphoric acid gave benzodiazepines, e.g. II (X - NH) , and benzoxazepines , e.g. II 
(X » O) . Benzodiazepines, e.g. II (X - NH) , were obtained directly by the 
cyclocondensation of p-keto anilides, e.g. I (X - O) , with o- (H2N) 2C6H4 . 

IT ]?>S29-4*-» 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(condensation reactions with o-phenylenediamine and o-aminophenol) 

RN 122529-46-8 CAPLUS 

CN 2-Benzofurancarboxamide, 2 , 3-dihydro-3-oxo-N-phenyl- (9CI) (CA INDEX 
NAME) 



10/553,108 



32/40 



IL. 



u::s23--ir»-ip 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and cyclization of, benzyldiazepine derivative from) 
122529-49-1 CAPLUS 

2-Benzofurancarboxamide, 3 - ( (2-aminophenyl) imino) -2 , 3-dihydro-N-phenyl- 
(9CI) (CA INDEX NAME) 



OCX! 



RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and cyclization of, oxazepine derivative from) 
122529-55-9 CAPLUS 

2-Benzofurancarboxamide, 2,3-dihydro-3- [ (2 -hydroxyphenyl) imino] -N-phenyl- 
(9CI) (CA INDEX NAME) 
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PATENT NO. 



Preparation of heterocyclic enol amide de: 

pharmaceuticals 

wa rne r - Lambe r t Co . , usa 

Jpn. Kokai Tokkyo Koho, 78 pp. 

CODEN: JKXXAF 

Patent 

Japanese 



Robert Havlin 



KIND DATE 



APPLICATION NO. 



DATE 



JP 62081369 
US 4761424 
ZA 8606973 
AU 8663285 
AU 605747 
DK 8604664 
EP 221345 

R: AT, BE, CH, 
ES 2002398 
US 4921871 
US 4B74758 
US 4868195 
US 4868200 
US 4868199 
US 4868205 
PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 
GI 



19870414 
19880602 
19880427 
19870402 
19910124 
19870406 
19870513 
ES, FR, GB, ( 
19880801 
19900501 
19891017 
19B90919 
19890919 
19890919 
19B90919 



CASREACT 10B: 21703 



JP 1986- 
US 1985- 
ZA 1986- 
AU 1 986- 

DK 19B6- 
EP 1986- 
l, IT. LI, 
ES 1986- 
US 1987- 
US 1988- 
US 1988- 
US 1 988- 
US 1988- 
US 1988- 
US 1985- 
US 1987- 
; MARPAT 



230231 
782623 
6973 
63285 

4664 
113489 

LU, NL, SE 
2338 
121264 
164355 
165045 
166146 
167264 
167272 
782623 
121264 
10B :21703 



1: , aS^° 



HO 

HO -^l>- CH2CHa ^Z>- Iffl2 HI 



19860930 
19851001 
19660912 
19660929 

19860930 
19861001 

19861001 
19871116 
19BB0304 
19B8O307 
19880309 
19BB0309 
19880311 
19851001 
19871116 
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The title compds. (I; Q - benzofuryl, benzothienyl , indolyl, benzopyranyl , 
benzothiopyranyl, etc.; R5 - H , Cl-4 alkyl, alkoxy, C2-4 carbalkoxy, etc.; R6 - C6-20 
alkyl, styryl, etc.; X = H , alkyl; m • l, 2), useful as pharmaceuticals, are prepared A 
mixture of 0.085 mol furandione derivative II and 0.0749 mol aniline derivative III in 
THF was stirred at room temperature under N, the solvent distilled in vacuo, and the 
solid product was refluxed in CH2C12 to give 85.2% enol amide IV. I showed ID50 against 
5-lipoxygenase at 1.06-9.30M. 
11132*!-22-BP 11192*;-23-SP 11192S-2B-4P 



33/40 



Robert HavMn 



11194J-3-}-£P 

rl : bac (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); 3PN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of, as drug) 
111926-22-B CAPLUS 

2-Benzofurancarboxamide, N- [4- [2- (3 ,4-dimethoxyphenyl )ethyl] phenylj -2,3- 
dihydra-7-methoxy-3-oxo- (9CI) (CA INDEX NAME) 



-O-c 



111926-23-9 CAPLUS 

Naphtho [2, 3 -bl furan-2-carboxamide, N- (4 - (2- (3 , 4-; 
dimethoxyphenyl) ethyl) phenyl) -2 , 3-dihydro-3 -oxo- (9CI) 



(CA INDEX NAME) 



10/553.108 
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CAPLUS COPYRIGHT 2007 ACS on STN 
1967:515478 CAPLUS Full- text 
107:115478 

2,3-Dihydrobenzo{b) furan derivatives 

Boeckelmann, Juergen; Fanghaenel, Egon; Gros smarm, 

Norbert 

VEB Filmfabrik wolfen, Fotochemiaches Kombinat, Ger. 
Dem. Rep. 

Ger. (East) , 4 pp. 
OODEN : GEXXA8 
Patent 

German . 



Robert Havlin 



FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



DD 237164 
PRIORITY APPLN. INFO. : 
OTHER SOURCE (S) : 



KIND DATE 

Al 19860702 
CAS REACT 107:115478 



APPLICATION NO. 



DD 1985-276162 
DD 1985-276162 



19850510 
19850510 



Benzofurans I (Rl, R2 - H, halo, N02, carbalkoxy, acylaraido) R4 , R5 - (un) substituted 
alkyl, cycloalkyl, or aryl, alkoxy, aryloxy, (un) substituted NH2] , useful as 
intermediates for plant protective agents, pharmaceuticals, aromas, and in the photog. . 
industry, were prepared by cyclization of phenols II [X - halo, OS02R3; R3 - 
(un) substituted aryl] with R4COCHYCOR5 (y"- halo) via an intermediate becaine. 2,4- 
C1CH2 (02N) C6H30H in Me2C0 was treated with NEt3 in Me2CO to give 85% intermediate betaine 
which cycli zed with Mec0CHClCO2Et and NEt3 in refluxing MeCN to give .apprx.90% I (Rl - 
N02, R2 - H, R4 - OEt, R5 -Me). 
110110-75- 3F 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as intermediate for photog. substances, pharmaceuticals, 
plant protectants, and aromas) 
110110-75-3 CAPLUS 

2-Benzofurancarboxamide, 2- (2, 2-dimethyl- l-oxopropyl) -2 , 3-dihydro-5-nitro- 
N-phenyl- (9CI> (CA INDEX NAME) 
RN 1 1 1 94 4 - 94 - 6 CAPLUS 

CN Naphtho [2, l-b) furan- 2- carboxamide, 1 , 2-dih'ydro-N- [4- 12- (4- hydroxy- 3 - 
methoxyphenyl) ethyl) phenyl) -l -oxo- (9CI) (CA INDEX NAME) 
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RN 111926-28-4 CAPLUS 

CN Naphtho [1, 2- b) furan -2-carboxamide, N- [4- (2- (3,4- 

dimethoxyphenyl) ethyl) phenyl) -2, 3-dihydro-3 -oxo- (9CD (CA INDEX NAME) 




IT 



RN 
CN 



10/553,108 
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SOURCE : 

DOCUMENT TYPE: 



91:81551 

Development of an imagewise exposed light-sensitive 
color photographic silver halide recording material 
with a color developer solution 

Fushiki, Isamu; Kamitakahara, Atushi,- Mori, Keiichi 
Konishiroku Photo Industry Co., Ltd., Japan 
Ger. Of fen. , 166 pp. 

CODEN: GWXXBX 

Patent 
German 



FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



PATENT NO. 



DE 2823063 
DE 2823063 
JP 53146625 
JP 61023544 
US 4192680 

PRIORITY APPLN. INFO. 

GI 



KIND DATE 



19781130 
19831103 
19781220 
19860606 
19800311 



APPLICATION NO. 



DE 1978-2B23063 



JP 1977-61917 



US 1978-908913 
JP 1977-61917 



DATE 

19780526 

19770526 

19780524 
19770526 



Robert Havlin 



'0/553,108 
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0=5— NHMe 

0— (CH2) 15-M 



RN 53812-50-3 CAPLUS 

CN 2-Benzofurancarboxamide, 5- (l , l-dimethylethyl) -2 , 3-dihydro-N- [5-methyl-2- 
(octadecyloxy) phenyl) -3-oxo- (9CI) (CA INDEX NAME) 




( CHj ) 1 7 — Me 



CgHn-tert 



Me 3 CCQCHCQNH— ^ \ 
0 "p^N ^CH^Ph lwCQICH2) 30—^ C5Hn-t< 



Yellow couplers having the formulas rcochriconHR2 (R • alkyl, cycloalkyl, or aryl; Rl - a 
heterocycle; R2 - aryl or a heterocycle) , I (R3 - alkyl, cycloalkyl, aryl, or a 
heterocycle; R4 • aryl or a heterocycle,- x, xi * o or NR5 where R5 - alkyl, aryl, or 
acyl, and X and XI are not the same; X2 - O, 3), II (R6 ■ alkyl, cycloalkyl, aryl, or a 
heterocycle; R7 - H or R3 above,- X3 » CO, cs, 0, s, alkylene, arylene, or a divalent 
heterocycle; X4 « o, s, acylimino, or sulf onyl imino) , and III (RB - aryl; R9 » a 
noncleavable group; R10 . H, halogen, alkyl, alkoxy, aryloxy, acylamino; X5 - a bond or 
CMe2) can be used in rapid processable color photog. materials to give yellow images with 
outstanding grain and no color fog resulting from the presence of a fixing agent in the 
color developers. Developers for use with these materials contain 20.029 mol/L of Br-. 
Thus, a gelatin Ag(Br,I) emulsion containing IV at 2 + 10-1 mol/mol Ag halide was coated 
on a support at 1.2 g Ag/m2, dried, step wedge exposed, and color developed in a 
developer containing NaBr 7.0 g/L to give a RMS granularity of 41 vs. 76 for a control 
developed in a developer containing NaBr 1.2 g/L. 
5**12-4*0 S3812-50-3 
RL: USES (Uses) 

(photog. yellow coupler for images with improved grain and decreased 
fog) 

53812-46-7 CAPLUS 

2-Benzofurancarboxamide, 5- (l , l-dimethylethyl) -N- (2- (hexadecyloxy) -5- 
[ (methylatnino) sulf onyl) phenyl 3 -2,3 -dihydro- 3 -oxo- (9CI) (CA INDEX NAME) 



L4 
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1975:9972 CAPLUS Full-text 
82:9972 

Photographic two-equivalent yellow couplers 
Kunitz, Friedrich w. ,- Kirchhoff, Gertrud 
Agfa-Gevaert A.-G. 
Ger. Of fen. , 17 pp. 

CODEN: GWXXBX 

Patent 
Ge rm&n 



KIND DATE 



APPLICATION NO. 



DATE 



DE 1973-2313989 
BE 1974-1005793 
CA 1974-195423 
GB 1974-12564 
DE 1973-2313989 



19730321 
19740314 
19740319 
19740321 
19730321 



DE 2313989 Al 19740926 

BE 812283 A2 19740916 
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AB The coumaranone derivs. I (e.g. R - alkyl; Rl - alkoxy, NEt2,.or cl; R2 «■ H, Me, or 

S02NHMe) were used as photog. 2-equivalent yellow couplers neither increasing the base 
fog of the color-photog. material nor retarding the development, nor causing color 
fading, as the coupling group is not cleaved off during the coupling reaction. 

IT 53812-4e-7 539i2-47-S 53312-48-3 

5?81S-4»-9 53312-50-3 53932-51-4 

RL: USES (Uses) 

(photog. 2-equivalent yellow coupler) 
RN 53812-46-7 CAPLUS 

CN 2-Benzofurancarboxamide, 5- (l , l-dimethylethyl) -N- 12- (hexadecyloxy) - 5- 

{ (raethylamino)sulfonyl) phenyl) -2,3 -dihydro-3-oxo- (9CI) (CA INDEX NAME) 



'0/553,108 



Robert Havlin 



10/553.108 



38/40 



Robert Havlin 



CN 2-Benzofurancarboxamide, 5- (l , l-dimethylethyl) -2, 3 -dihydro-N- (S-methyl-2- 
(octadecyloxy) phenyl] -3-oxo- <9CI> (CA INDEX NAME) 



v_L— CI 



t>- (CHa) 15-Me 



RN 53812-47-8 CAPLUS 

cn 2-Benzofurancarboxamide, N- [5- I (dodecylamino) carbonyl] -2-methoxyphenyl] - 
2,3-dihydro-5-methyl-3-oxo- (9CI) (CA INDEX NAME) 



RN 53312-51-4 CAPLUS 

CN 2-Benzofurancarboxamide, N- [2-chloro-4- (hexadecyloxy) phenyl] -2 , 3-dihydro-5- 
mechyl-3-oxo- (9CI) (CA INDEX NAME) 



, OMe 



— NH — (CH 2 ) 11 — Me 



O- ( CH2 ) 1 5 — M« 



RN 53B12-4B-9 CAPLUS 

CN 2-Benzofurancarboxamide, N- (2- (die thylamino) -5- ■ 

( (octadecylamino) sulfonyl] phenyl] -2, 3-dihydro- 5-methyl-3-oxo- (9CI) (CA 
INDEX NAME) 



NEta 



S — NH— (CH2) 17-Me 



RN 53812-49-0 CAPLUS S 

CN 2-Benzofurancarboxamide, N- (2- (hexadecyloxy) phenyl] -2,3-dihydro-5-methyl-3- 
OXO- (9CI) (CA INDEX NAME) 



CAPLUS COPYRIGHT 2007 ACS on STN 
1974:108307 CAPLUS Full-text 
80:108307 

Synthesis of abutic acid (5, 6-dimethoxycoumarone-2, 3 - 
dicarboxylic acid) 
Jha, O. P. 

Dep. Chem., Bhagalpur Univ., Bhagalpur, India 
Indian Journal of Chemistry (1973). 11(10), 9B9-90 
CODEN; IJOCAP; ISSN: 0019-5103 
Journal 
English 
see printed CA Issue. 

2,4,5- (MeO) 3CGH2C02H was treated with SOC12 and CH2N2 and the resulting diazoacetophenone 
cyclized with HOAc to give 5, 6-dimethoxycoumaran-3-one, which was treated in HOAc with 
NaN02 followed by HC1 to give (5 , 5-dimethoxy-2-hydroxyphenyl) glyoxylic acid. The 
glyoxylic acid was cyclized with Ac20 and the resulting 5, 6-dimethoxycouraaran-2 , 3-dione 
cleaved with HeONa to give Me [2- (methoxycarbonyl)taethoxy-4, 5- dimethoxy phenyl] glyoxylate 
which was cyclized with MeONa to give abutic acid I. 
S:>19*-S?.-8? 

RL : SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of) 
52196-52-8 CAPLUS 

2,3-Benzofurandicarboxamide, 2, 3-dihydro- 5, e-dimethoxy-N.N' -diphenyl- 

(9CI) (CA INDEX NAME) 
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59:606b-h,607a-b 

2-Formyl-l, 4-benzodioxane and 2- formyl-2, 3- 
dihydrobenzofuran 

Misiti, Domenico; De Marchi, Franco; Rosnati, vittorio 
1st. Super. Sanita, Rome 

Gazzetta Chimica Italiana (1963), 93, 52-64 
CODEN: GCITA9; ISSN: 0016-5603 
Journal 
Unavai lable 
For diagram(s), see printed CA Issue. 

cf. CA 57, S56lh. PhNHMe (0.17 mole) in 100 ml. dry CHC13 slowly treated with 0.075 mole 
l , 4-benzodioxane- 2 -carboxylic acid chloride in 50 ml. CHC13 and the mixture refluxed 4 
hrs., washed with dilute HCl, aqueous Na2C03, and H20, and the dried (CaCl2) solution 
evaporated, the residue distilled at i60-5°/0.0B mm., and the oily product (20 g.) 
recrystd. from dilute Me OH gave the anilide (I, R ■ CONMePh) (II), m. 91-2". II (47.5 
g.) in 250 ml. dry tetrahydrof uran stirred at -5" with addition of 220 ml. 0.45M LiAlH4 
in tetrahydrofuran below 0" and the mixture stirred 2 hrs. at 7», treated with 360 ml. 9N 
H2S04 , the acid aqueous layer diluted with 300 ml. H20, saturated with NaCl, and 
extracted repeatedly with Et20, the dried (caC12) extract evaporated, and the residue 
distilled yielded 60% I (R - CHO) (III), bO.09 69-72', transformed on long Btanding into 
a glassy substance, (C9H803 ) 3 . H20, m. 64-7"; and 7.5 g. partially crystalline fraction, 
bO.05, 85-95° recrystd. from 1:1 C6H6-C6H14 to give 1.5 g. I (R - CH20H) (IV), m. 84-6". 
The mother liquors concentrated and the residue distilled gave 6 g. hemiacetal lof III 
With IV), b0.04 90-5* V 3448, 3125, 2899, 1595, 1497, 1464, 1391, 1302, 1269, 1198, 1147, 
1110-1040, 927, 905, 840,750 cm.-l (neat), also prepared by refluxing equimolar amts. of 
III and IV in CHC13 saturated with dry HCl. The distillation gave a 3rd viscous liquid 
fraction (5 g.), b0.05 140-200', infrared spectrum in CHC13 lacking absorption bands in 
the CO region and showing a smooth badly resolved band in the 1200-8OO cm.-l region. 
PhNHMe (0. 110' mole) in 30 m. dry C6H6 added with stirring and cooling (ice bath) to 0.054 
mole l ,4-benzodioxane-2-acetyl chloride and the mixture refluxed 30 min., filtered from 
PhNHMe. HCl, the filtrate washed with 2N HCl, 2N NaOH, and H20, the dried (Na2S04) 
solution evaporated, and the product crystallized from Et20 yielded 96% I (R » 
CH2CONMePh) (V), m. BS-7", recrystd. to give a sample, m. 87-8° (C6H14). V (0.025 mole) 
in 250 ml. Et20 at -5* stirred with gradual addition of 25 ml. 0.55 M L1A1H4 in Et20 
(0.014 mole), the aqueous phase extracted twice with Et20, and the combined dried Et20 
solns. evaporated yielded 85% I (R - CH2CH0) (VI), bo.l 79-80", v 2857, 1730, 1592, 1490, 
1474,. 1300, 1266. 1250, 1195, 1089, 1046. 993, 960, 924, 905, 850 Cm.-l (CC14); p- 
nit rophenyl hydra zone m. 169- 70" (ale ) ; 2, 4-dinitrophenylhydrazone m. 136-7" (MeOH) . SOC12 
(23 ml.) refluxed 6 hrs. with 20 g. 2, 3 -dihydrobenzof uran- 2- carboxylic acid in 200 ml. 
dry C6H6 and the volatile components evaporated in vacuo yielded 90% 2,3- 
dihydrobenzofuran- 2- carboxylic acid chloride, bo. 02 71-3- . The acid chloride (0.094 
mole), in 200 ml. dry C6H6 treated slowly with 30 g. PhNHMe in 60 ml C6H6, the mixture 
refluxed 30 min.. and the product isolated and crystallized from Et20 yielded 98% 
material, m. 83-6", recrystd, from petr. ether to give the anilide (VII, R « CONMePh) 
<vili) , m. 87-8V viii (0.06 mole) in l 1. dry Et20 at -5" stirred with addition of 60 
ml. 0.57M LiAlH4 (0.034 mole) in Bt20 below 0", the mixture stirred 7 hrs. below 0* , 
treated with 120 ml. 6N H2S04 , and extracted repeatedly with Et20, and the dried extract 
concentrated and filtered gave 1.0 g. VII 1R - CH(OH)2] (IX), m. 70-2". The filtrate 
evaporated and the residue distilled gave 56% VII (R - CHO) (X), bo. 02 48-52"; p- 
nitrophenylhydrazone m. i72-3» (ale); 2, 4 -dinitrophenyl-hydrazone m. 175-6" (alc- 
EtOAc) ; and 2 g. hemiacetal, b0.02 78-90", m. 113-15" (CHC13-C6H14) , v 3450, 2900, 1597, 
1479, 1460, 1325, 1227, 1160, 1100, 1015, B70 cm. -1 (CHC13), also prepared in CHC13 
saturated with dry HCl by condensation of X with 2-hydroxymethyl-2 , 3 -dihydrobenzof uran. 
Benzof uran-2-acetic acid (4.5 g.) in 120 ml. AcOH hydrogenated at 20»/3 atmospheric over 
1.5 g. 10% Pd-C and the filtered solution evapd, yielded 90% 2, 3-dihydrobenzofuran-2- 
acetic acid (XI), m. 88-90", v 3030, 2899, 1715, 1603, 1484, 1466, 1429, 1300, 1227, 
1170, 1100, 1016, 985. 927, 877 Cm . - 1 (CC14). CH2N2 (0.36 mole, 600 ml. 2.5% in Et20) 



added at 0" with stirring to 0.113 mole 2, 3- dihydrobenzofuran- 2 -carboxylic acid chloride 
in 100 ml. Et20, the mixture kept 15 hrs., the Et20 evaporated, and the diazo ketone 
taken up in 250 ml. absolute ale, stirred at 50" with 2.4 g. Ag20 in 10 ml. absolute 
ale, and the mixture refluxed B hrs., the filtered solution evaporated, and the oily 
residue distilled gave 9 g. VII (R - CH2C02Et) (XII), bO.05 100-20", and 8 g. yellow oil, 
b0.03 125-8" (discarded). XII (5.5 g.) in 30 ml. ale. refluxed 1 hr. with 15 ml. 2N NaOH 
and the cooled hydrolyzate extracted repeatedly with Et20, the aqueous alkaline solution 
acidified and exhaustively extracted with Et20, the dried extract evaporated, and the 
residue distilled yielded 4 g. XI, b0.06 140-50", m. 76-9* (C6H14), probably a dimorphic 
crystalline variant of the above XI. XI (3 g.) in 20 ml. C6H6 refluxed 45 min. with 3 
ml. S0C12 and the residue on evaporation distilled yielded 3 g. VII (R - CH2COC1), bo.l 
90-2", converted by treatment with PhNMePh in C6H6 to yield 92% product, recrystd. from 
C6H6-C6H14 to give VII (R - CH2CONMePh) (XIII), m. 95-7". XIII (0.011 mole) in 150 ml. 
dry Bt20 at -6* stirred with gradual addition of 13 ml. 0.53 M LiAlH4 (0.007 mole) and 
the mixture kept 7 hrs. at -5", treated with 25 ml. 6N H2S04, and the aqueous phase 
extracted twice with Et20, the dried (Na2S04) extract evaporated, and the oily residue 
distilled yielded 85% VII (R - CH2CHO) , bO. 01 84-6", V 3030, 2899, 2817, 2703, 1727, 
1597, 1481, 1462, 1377, 1325, 1295, 1227, 1171, 1096, 1016, 983, 922, 870, 794, 750, 710 
cm.-l (neat); p-nitrophenylhydrazone m. 146-50" (decomposition) (ale). Comparison of the 
properties of the 2 aldehydes III and X with compds. of closely related structure 
permitted clarification of the nature and mechanism of formation of the corresponding 
polymeric aldehydes. 

92962-35- IP, 2- Benzof urancarboxanilide, 2 , 3-dihydro-N-methyl- 
RL: PREP (Preparation) 

(preparation of) 
92962-85-1 CAPLUS 

2 -Benzof urancarboxanilide, 2 , 3-dihydro-N-methyl- .(7CI) (CA INDEX NAME) 
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